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Amendments to the Claims : 

This listing of claims will replace aJl prior versions, and listings, of claims in the application: 
Listing of claims: 



1) (original) A compound represented by structural formula (I) 

T 




(D 

where 

D is a mono-, bi-, or tricyclic saturated, unsaturated, or aromatic ring, each 

ring having 5- 6- or 7 atoms in the ring where the atoms in the ring are carbon or from one to four 
beteroatoms selected from the group 

nitrogen, 

oxygen, and sulfur, where any carbon or sulfur ring atom may optionally be 

oxidized, each ring substituted with 0-3 R d ; 
L is a bivalent linking group selected from the group 

l? — L 2 L 1 

-L 3 L 2 L 1 — 



and 



-L 5 — L 4 L 3 L 2 — L 1 



where 

L 1 is selected from oxo (-O-), S(OK C(=0), CR 1 R 1 , CR 1 , bet, NR n and N, 

L 2 is selected from oxo (-0-), S(0> s , C(=C), C(=N-OR°), CrV, CR 2 , het. NR n and N, 

I? is selected from oxo (-O-), S(O) , Q=0), C(=N-0-R°), CR 3 R 3 , CR 3 , het, NR n and N, 

s 

L 4 is absem or is selected from oxo (-O-), S(O) , C(=0), C(=N-0-R°), CR 4 R 4 '. CR 4 . NR n and N. and 

s 

L 5 is absent or is selected from oxo (-O-), S(O) , C(=0), CR 5 R 5 \ CR 5 , NR n and N, provided that only one of L 1 

s 
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3 13 15 

L may be het and that when one of L - Lis hct the other L - L - may be absent, where 

R l , R 1 , R 2 , R 2 , R*, R 3 , R 4 , R 4 , R 5 and R 5 each are independently selected from R a , R C and U-Q-V-W, 

2 2* 

optionally, R and R separately or together may form a saturated, unsaturated or aromatic fused ring with B 

through a substituent R P on B, the fused ring containing 5 t 6 or 7 atoms in che ring and optionally containing 1-3 
heteroatoms selected from the group O, S and N, where any S or N may optionally be oxadized; 

3 3* 4 4' 

opuonally, R and R separately or together and R and R separately or together may form a saturated, 

unsaturated or aromatic fused ring whh D through a substituent R^ on D, die lused ring containing 5, 6 or 7 atoms in 
the ring and optionally containing 1-3 heteroatoms selected from the group O, S and N, where any S or N may 
optionally be oxidized; 

also optionally, each R 1 -R^ , NR° or N in L 1 - I? together with any other R 1 - R 5 , NR° or N in L*- L 5 may form a 
5, 6 or 7 member homo- or heterocycle either saturated, unsaturated or aromatic optionally containing 1-3 additional 
heteroatoms selected from N, O and S, where any carbon or sulfur ring atom may optionally be oxidized, each cycle 

substituted with 0-3 R d ; and where s is 0-2; 
B is selected from the group 



(R p ) n and v_y 



where 

0 



is a fused hetero- or homocyclic ring containing 5, 6 or 7 atoms, the ring being unsaturated, partially 
saturated or aromatic, the heteroatoms selected from 1-3 O, S and N, 

Yj is selected from CH and NR n ; 

n is 0-3: 

G is selected from hydrogen and C -C^aJkyl, optionally G taken together with T may form a C -C.cycloalkyl 

Id 3 o 

optionally substituted with -V-W; 

T is selected from the group 

a naturally occurring a-amino-acid side chain, 

and U-Q-V-W; 

U is an optionally substituted bivalent radical selected from the group 
C^alkyl, 



3 
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C^alkyl-Q, 

C -C alkenyl-Q, and 
2 o 

C 2 -C 6 alkynyl-Q: 

where the substituenis on any alkyJ, aJkenyl or aJkynyl are 1-3 R a ; 
Q is absent or is selected from the group 
■o-, 

-S(O) 

s 

-S0 2 -N(R n )-, 

-N(R n )-, 
-N(R n )-C(=OK 
-NCR^-CCrsO-NCR 11 )-, 
-N(R D )-C(=0)-0-, 

-C(=0)-, 

-C(*0)-0-, 

-het-, 

-C(=0)-N(R n )-. 

-0-C(=0)-N(R n )-, 

-PO(OR C )0- and 
-P(0)0-; 
where 
$ is 0-2 and 

het is a mono- or tricyclic 5, <5, 7, 9 or 10 member heterocyclic ring, each ring containing 1-4 hctcroatoms selected 
from N, O and S, where the heterocyclic ring may be saturated, partially saturated, or aromatic and any N or S being 

optionally oxidized, the heterocyclic ring being substituted with 0-3 R*\ 
V is absent or is an optionally substituted bivalent group selected from 
Cj-C^alkyl, 

C 3 -C g cycloalkyI> 

C -C .aftyl-C -C . aryl, and 
0 6 6 10 

C -C alky-hei; 
O 6 



4 
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where the substitucnts on any alkyl are 1-3 R a and the substituenis on any aryl or hei are 1-3 R d ; 
W is selected from the group 
hydrogen, 

OR°, 

SR m , 

NRV'. 

NH-C(=0)-0-R C , 

NH-C<=0>NR n R n ', 

NH-C(=0)-R°, 

NH-SO -R*. 

NH-SO^NrV, 

NH-SO 2 -NH-C(=0>-R C , 

NH-C(=0)-NH-S0 2 -R s , 

C(=0)-NH-C(=0)-0-R C , 
C(=0)-NH-C(=0)-R C . 
C(=0)-NH-C(=0)-NR n R n, , 
C(=0)-NH-S0 2 -R S , 

C(=0>NH-S0 2 -NR n R ia ', 

C(=S>NR"R n ', 
SO z -R S , 

SO -0-R S , 

so -nrV, 

S0 2 -NH-C(=0)-0-R c , 

S0 2 -NH-C(=0>NR ,, R n ', 

S0 2 -NH^(=0>-R c , 
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O-Q^O^NrV', 
0-C{=0)-R C t 
0-C(=0)-NH-C(=0)-R C , 
0-C(=0)-NH-S0 2 -R S and 

O^S0 2 -R S ; 



R is selected from 

C(=0>R z , 

C(=0)-H. 

CH 2 (OH>and 



C^CM^O^-C^alkyl; 



a a* a** a' 
R is R or R subsidised wiih 1-3 R ; where 

a* 

R is selected from the group 
hydrogen, 
ha1o(F. CI, Br, I), 
cyano, 
isocyanate, 
carboxy, 

carboxy-C^-Cj ^alkyU 
amino, 

ami no-C -C alkyl, 

1 o 

aminocarbonyl, 

Carboxamido, 

carbamoyl, 

carbamoyloxy, 

formyl, 

fbrmyloxy, 

azido* 

niiro, 

imxdazoyl, 
ureidq, 
thioureido, 
thiocyanato, 



6 
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hydroxy, 

C-C^alkoxy, 
1 6 

mercapto, 

sulfonamido, 

het, 

phenoxy, 
phenyl, 
benzamido, 
tosy], 

morphob'no, 

morpholinyl, 

piperazinyl, 

piperidinyl, 

pyrrolinyL 

imidazolyl and 

indolyi; 

a M 

R is selected from the group 

C 0 -C 10 «)kyl-^C 0 -C 6 alkyl, 

C 0 -C 10 alkenyl-Q-C 0 -C 6 alkyl, 

C^C^alkynyl-Q-C^allcyl, 
C 3 -C n cycloalkyl-Q-C^alkyl, 

c 3" c i 0 c y c,c,a]ken y , 'Q-c 0 -c 6 aikyj, 

Cj-C^kyl-Cg-C^aiyl-Q-C^alkyl. 

C 0 -C 6 alkyUhet-Q-C 0 -C 6 a1ky), 
C 0 -C 6 alkyl-Q-bei-C 0 -C 6 alkyl, 
hei-C 0 -C 6 alkyl-Q-C 0 -C 6 aIkyl, 
C 0 -C 6 a]kyl-Q-C 6 -C l2 aryl and 
-Q-Cj-C^ky; 

R c is selected from hydrogen and substituted or unsubstiiuied 
C r C io alk yl , 

7 
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C^C 1 0 alkcny], 

C 2 "C 1() alkynyl, 

C^C^cycIoalkyl, 

C^-C^ ^cycloalkenyl, 

C^alkyl^C^I, 

C^aryl^-C^ky.. 

C -C alkyl-hct, 
i 6 

het-C -C alkyl, 
J 6 

C -CT aryl and 
o lz 

hei, 

where the substituencs on any alkyl, alkenyl or alkynyl are 1-3 R a and the substituents on any aryl or 



hetarel-3R d ; 



R is selected from R p and R ; 

R h is selected from the group 
OH, 
OCF 3 , 



OR C , 
SR m , 

balo(F,CI.Br,I), 
CN, 

isocyanate, 
N0 2 , 

<** 

C -C alkyl-NR n R n \ 
0 o 

C 0 -C 6 aJkyl-C(=O)-NR n R n *, 

C 0 -C 6 alkyl-C(«O)-R a , 
C r C 8 a1kyl, 



S 
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C^-Cgalkoxy, 

C^-C^alkcnyl, 

C^alkynyl, 

C -C cycloalkyj, 
3 o 

C^-C^cycloalkenyl, 

C ^ -C^alkyl-pheny], 

phenyl-C-C.alkyl, 
1 6 

C -C alkyloxyearbonyl, 
I 6 

phenyl-C -C.alkyloxy, 

0 o 

C -C alkyl-het, 
1 6 

hel-C,-C alkyl, 
J 6 

SO^het, 
°" C 6" C 12 aryl 

-SO„-C, -Cjrtkyland 
2 1 O 

hen 

where any aJkyJ, alkenyl or aJkynyl may optionally be substituted with 1-3 groups selected from OH ? halo(F, CI, Br, 

I), nitro, amino and arainocarbonyl and the substituenis on any aryl or hct arc 1-2 hydroxy, halo(F, CI, Br, I) y CF , 

o 

C-C alkyl, C -C alkoxy, nitro and amino; 
16 16 

R™ is selected from 

S-C -C alky I, 
1 6 

C(==0)-C , -Chalky I, 

1 6 

C(=0)-NR n R n ', 
C^alkyl, 

haIo(F,CJ, Br, I>C -C^alkyl 

benzyl and 
phenyl; 

R° is selected from the group 

9 
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R C , 

NH-C(=0>O-R c , 
NH-C(=0)-R C , 
NH-C(=0>NHR C , 
NH-S0 2 -R S , 

NH-SO 2 -NH-C(=0>R C , 

NH-C(=0>NH-S0 2 -R S , 

C(=0)-0-R C , 

C(=0)-R°, 

C(=0>NHR C , 

C(=O>NH-C(=0)-O-R C , 

C(=O)-NH-C(=0)-R C 7 

C(=O)-NH-S0 2 -NHR S , 

S0 2 -R S , 

S0 2 -0-R S , 

S0 2 -N(R c ) 2 , 

S0 2 NH-C(=0)-0-R C , " 

S0 2 -NH-C(=0>-0-R c and 

S0 2 -NH-C(^O)-R C ; 

R n is selected from hydrogen, hydroxy and substituted or unsubstitutcd 
C ] -C 1] alkyl, 

Cj-C^alkoxy, 

C_-C._alkcnyl, 



10 
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C 3 _C lI Cycl0alky1, 
C^-C j ^cycloalkenyl, 

c r c 6 alky, - c 6 c i2 ary1 ' 

C -C alkyl-het, 
1 o 

het-C -C alkyl, 
bet, 

C -C.alkyJcarbonyJ, 
1 6 

C j-Cgalkoxycarbonyl, 

C -C cycloalkylcarbonyl, 
3 © 

C -C cycloalkoxycarbonyl, 

3 S 

C-C aryloxycarbonyl, 
Oil 

C 7 -C 1 3 arylalkoxycarbonyl, 

heteroarylalkoxycarbonyl, 

heteroaiylalkylcarbonyl, 

heteroarylcarbonyl, 

heteroarylalkylsutfonyl, 

heteroarylsulfonyl. 

C alkylsulf ony I and 
I 6 

C -C . ary lsulfonyl, 
6 10 

where the subsiiiuenis on any alky], alkenyl or alkynyl are 1-3 R a and the subsutuents on any aryl, het or heteroaryl 
are 1^3 R d ; 

R n and R n taken together with the common nitrogen to which they are attached may from an optionally substituted 
hctcrocyclc selected from 

morpholinyl, 

pipcrazinyl, 



11 
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thiarnorpholinyl, 

pyrrolidinyl, 

imidazolidinyh 

indolinyl, 

isoindoiiny], 

1 ,23,4-tctrahydro-quinolinyl, 
1 ,2,3,4-tetrahydro-isoqui noliny], 
0iLa2olidLnyl and 
azabicydononyl, 

where the subsiiiuents are 1-3 R d ; 

R° is selected from hydrogen and substituied or unsubstitutcd 

C -C alkyL 
l o 

C -C.alkylcarbonyl, 

1 6 

C -C.aJkenyl, 

2 o 

C^alkynyl, 
C^-C^cycloalkyl and 
benzoyl, 

where the substituents on any alkyl are 1 -3 R and ihe substituents on any aryl are 1 -3 R r ; 

is selected from the group 
OH, 

halo(F, CI. Br, 1), 
CN, 

isocyanate, 

OR C , 

SR*\ 

SOR C , 
N0 2 , 

NR n R n ', 

NR n C(=0>O.R C , 



12 
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NR n C<=0)-R C , 

C 0 -C 6 &lkyl-SO 2 -NR n R I1 \ 

C(=0)-R C , 

0- C{^0)-R C , 
C(=O>0-R C and 
C(=0)-NR n R n ', 

where the substituents on any alkyl, alkenyl or alkynyl arc 1-3 R a and the subslituents on any aryl or hex are 

1- 3 R d ; 

R s is a substituted or unsubstituted group selected from 
Cj-Cgalkyl, 

C -C alkenyl, 

2 o 

C 2 -C g alkynyl, 
C 3 -CgCycloalkyU 

C -C cycloalkenyl, 

3 6 

C^-C^alkyl-phenyl, 

phenyl-CL-C! alkyl, 
v o 

0 6 J 

hct-C -C .alky], 
0 6 

where the substituenls on any alkyl, alkenyl or alkynyl are 1-3 R a and the substituents on any aryl or net are 
1-3 R d ; 

R 2 is a substituted or unsubsti luted group selected from 
hydroxy, 
C 1 -C ] ^koxy, 

C^-C ^cycloalkoxy, 

Cg-C^aralkoxy, 

C -C arcycloalkoxy, 

13 
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C^aryloxy, 

C^-C | Q alkylcarbonyloxyalkyl oxy, 

C -Cj ^alkoxycarbonyloxyalkyloxy , 

C^-C ^ o alkoxycarbonylalkyloxy, 

C^-C^cycloalkylcarbonyloxyalkyloxy, 

C^-C^cycloalkoxycarbonyloxyalkyloxy, 

CyCj O cycloalkoxycarbonylalkyloxy, 

C -C aryloxycarbonylalkyloxy, 
8 12 

C -C aryloxycarbonyloxyalkyloxy, 

o 1 £ 

C -C arylcarbonyloxyalkyloxy, 

o \ 2. 

C^-C^alkoxyalkylcarbonyloxyalkyloxy, 
(R a )(R n ')N(C 1 -C 1() alkoxy>, 




where the substiuicnts on any alkyi, alkenyl or alkynyl are 1-3 R a and the subsrituents on any aryl or het arc 1-3 R d 
and 

pharmaceutical ly acceptable salts thereof. 

2) (original) The compound of Claim 1 wherein 
D is an aromatic homocycle or aromatic hctcrocyclc containing 1-3 hctcroaiDms 

selected from the group N, S and O, the homo- or hcterocyclcs selected 

from the group 
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V 1 y 1 ^ ^ n 



'2 






Z 1 



and 
where 

Y 1 , Y 2 , Y 3 , Y 4 and Y 5 are selected from die group CH, CR d and R 

Z 1 is selected from the group O, S, N and NR n , 
n is 0-3, 

R d is selected from the group 

OH, OCF OR C , SR m , halo(F, CI. Br, 1), CN, isocyanaie, NO^ CP , C^alkyl-NRV 1 , C^alkyl- 

C(=0>NR n R n \ C 0 -C 6 alkyl-C(=OhR a , Chalky!, C^alkoxy, C 2 -C g alkcnyl, C^alkynyJ, 

C 6 cyc!oaIkyl, C^cycloalkenyl, Cj-^alkyl-phenyl, phenyl-Cy^alkyl, C^alkyloxycarbonyl, 

phenyl-C^alkyloxy, C^alkyl-het, het^-^alkyl, SO^het, -O-C^C^aryl, -SO^-C^aryl, - 

SO -C -C alkyl and het where any alkyl, alkenyl or alkynyl may optionally be substituted with 1 -3 groups 
2 16 

selected from OH, ha!o(F, CI, Br, I), nftro, amino and aminocarbonyl and the substituents on any aryl or het 
are 1-2 hydroxy, halo(F, CI, Br, I), CF^ C^alkyl, C^alkoxy. nitro and amino; 

R a is R a * or R a ' subsitiuted with 1-3 R a ; where 

R is selected from the group 

hydrogen, halo(f . Ci, Br, I), cyano, isocyanaie, carboxy, carboxy-C^ 1 alkyl, amino, ammo-Chalky I, 

aminocarbonyl, carboxamido, carbamoyl. carbamoyloxy, fnrmyJ, formyloxy, azido, nitro, 
imidazoyl, ureido, thioureido, thiocyanato, hydroxy, C^alkoxy, mercapio, sulfbnamido, het, 

phenoxy, phenyl, benzamido, tosyl, morpholino, morpholinyl, piperazinyl, piperidinyl, pyrrolinyl. 
imidazolyl and indolyl; 

a" 

R is selected from the group 
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C 0 C lO M ^ W: 6 C 6 akA VSo* 1 *^ 1 "^'^ 1 ^' ( VC 10 alkyny]-Q-C 0 -C 6 a!lcy), 

C } ^yclcalkyl-Q-C^alkyl. C 3 ^C 1() cycloalkeny]-Q-C 0 -C 6 alkyI, Cy^alkyl-C^C^aiyl-Q-C^C^kyl, 

c ^in a ^ , - C i" c -c ll,k y 1 - < ^ c n -C^aUcyl. C -C alkyl-het-Q-C -C^alkyl, C -C aikyl-Q-hct^ -C ^kyl, 
OlvJO UO Uo U O 0 O 06 

hei-C 0 -C 6 alky!^-C 0 -C 6 alky|, Chalky l-Q-C^C^aryl and -Q-C { -Chalky ; 
Q is absent or is selected from the group 

-O-, -S(0) s -, ^S0 2 -N(R n K -N(R D )-S0 2 -, -N(R n )-C(=OK -C(=0)-N(R n K -N(R n )-C(=OKK -0-C(=0)- 

N(R D )-, -N(R n >C(=0>N(R n )-, -C<=0)-, -N(R n )-, -C(=0)-0-, -O-Q=0)-, -net-, -PO(OR C )0- and -P(0)0- 
, where s is 0-2; het is a mono- or tricyclic 5, 6, 7, 9 or 10 member heterocyclic ring, each ring containing 1- 
4 hereroatoms selected from N, O and S, where the heterocyclic ring may be saturated, partially saturated, 
or aromatic and any N or S being optionally oxidized, the heterocyclic ring being substituted wiih 0-3 
hydroxy, halo(F, Cl, Br, I), CF ' C -C alkyl, C -C alkoxy, nitro and amino; 

R c is selected from hydrogen and substituted or unsubstituted 

CyC^alkyl, C^C^alkcnyl, C^C^alkynyl, C 3 -C n cycloalkyl f C^gCycloalkenyK C^alkyMy 

C^aryl, C.-C, aryl-C, -Chalky 1, C -C alkyl-hct, het-C -Chalky 1, aryl and het, where the 

12 O 10 1 o 1 O 16 6 12 

Substitucnts are 1 -3 hydroxy, ha!o(F, CU Br, J), OF,, C -C,alkyl, C . - C _alkoxy, nitro and amino; 

3 16 16 

R m is selected from 

S-C -C alkyl, C(=0)-C-C alkyl, C(=0>NR n /, C-C alkyl, halo(F, Cl, Br, J>C «C alkyl, benzyl and 
1 O i o lo 10 

phenyl; 
R A is selected from die group 

R C , NH-C(=0)-O-R C , NH-C(=0)-R C , NB-C(=0)-NHR C , NH-S0 2 -R S , NH-S0 2 -NH-C(=0>R C , NH- 

C(=0)-NH-S0 2 -R S , a=0)-0-R C . C(=0)-R C , C(=0)-NHR C , C(=0)-NH^C(^0)-0-R C , C(-0)-NH-C(«0)- 

R c , C(=0)-NH-SO -R s , C(=0)-NH*SO -NHR S , SO -R S , SO -O R S , SO -N(R C ) . SO -NH-C(=0)-0- 

JL £ £ £ Z. 2. Z. 

R C , S0 2 -NH-C(^0)-0-R C and SO 2 -NH-C(=0)-R C ; 

R is selected from hydrogen, hydroxy and substituted or unsubstituted 

C^jjalkyl, C^-C^alkoxy, C^C^alkcnyl, Q alkynyl, C^C^cycloalkyl, Q^-C^cycloalkenyl, 

C -C alkyl-C -C aryl, C -C, A aryl-C -C^alkyl^ C rt ajyl-C -C .alkyloxy. C -C alkyl-hei. hei-C- 
1 o 0 12 o lU lo olOOo lo l 

C alkyl, C-C aryl, het, C-C .alky lcaibonyl, C -Calkoxycarbonyl, C^-C 0 cycloalkylcarbonyl, C - 
66 12 lo lo 38 3 



16 
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C^cycloalkoxycarbonyl, C^-C^ ^aryloxycarbonyl, C^-C^ jarylalkoxycarbony), heteroarylalkoxycarbonyl, 

heteroaryialkylcarbonyl, heteroarylcarbonyl, heteroarylalkylsulfonyl, heteroarylsulfonyU C^- 

C alkylsulfonyl and C,-C. _aryUulfonyI, where any alkyl, alkenyl or alkynyl may optionally be substituted 
O 6 10 

with 1-3 groups selected from OH,-halo(F, CI, Br, I), niiro, amino and aminocarbonyl and the subsiitucnts 

on any aryl, heteroaryl orhct are 1-2 hydroxy, halo(F, CI, Br, I), CF , C -C alkyl, C-C,alkoxy. nitro and 

3 1 O 16 

amino; 

R n and R n taken together with the common nitrogen to which they are attached may from an optionally substituted 
heterocycle selected frommorpholinyl, piperazinyl, thiaraorpbolinyl, pyrrolidinyl, imidazoJidinyLindolinyl, 
isoindolinyl, 1,2,3,4-tctrahydro-quinolinyl, 1^,3,4-tetrahydro-isoquinolidyl, thiazolidinyl and 
azabicyclononyl, where the subsrituents are 1-3 hydroxy, halo(F, CI, Br, I), Cry C^-C^kyU C^- 

C .alkoxy, nitro and amino; 
6 

R s is a substituted or unsubstituted group selected from 

Cj-Cgalkyl, C 2 -C g alkenyl, C 2 -C g alkynyl f C^CgCycloalkyl, C 3 C^ycloalkenyl, C^C^kyl-phenyl, 

. phenyl-C_-C,alkyl, C -C alkyl-het and hei-C-C. alkyl, where the substhnents are 1-3 hydroxy, halo(F, 
0 6 0 o 0 6 

CI, Br. I), CF , C-C &lkyl, C -C alkoxy, nitro and amino; 
3 1 o 1 o 

L is selected from the group 

(CR 6 R 6 ') -Ai-(CR 8 R 8 ') -,-(CR 6 R 6 ') -het-(CR 8 R 8 ') -,-(CR 6 =CR 7 ) -Ai-(CR 8 R 8 ') - and -(CR 6 R 6 ') - 
o p o p q p o 

Ai-<CR 8 =*CR 9 )-, 
r 

where Ai is selected from 

V- -V^ 

O S O R 2 R 2 " R 2 R 2 * O 

» » » » * * 



O D 1 D r R n R 1 r1' d1 or r3 R 3' O R 3 ' R 1 „ 

R n O R" R n , R 2 



v 



R^ r* oh r- o OH R 2 r z R'R 

R 2 R 2 R 2 " R n R 2 , R" OH , OH 
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where o is 0-1 , p is 0-1 , q is 0-1 and r is 0-1; 

R 1 , R r , R 2 , R 2 ', R 3 ,R 3 \ R 6 , R 6> , R 7 , R 8 , R 8 ' and R 9 each are independently selected from R a , R c and U-W; 
U is an optionally substituted bivalent radical selected from ibe group 

C -C alkyl-, C -C alkyl-Q-, CL-C,alkenyl-Q-, and C -C alkynyl-CK where the substituents on any alkyl, 
16 06 26 2o 



alkenyl or alkynyl are 1 -3 R ; 
W is selected from the group 

hydrogen. OH, O-C-C alkyl, SH, SR m , NrV 1 ', NH-C(*O)-0-R c , rffl-C(=Q)-NR n R n \ NH-C(=0>R C , 
16 

NH-SO -R s , NH-SO -NR n R n ', NH-SO„-NH-C(=0)-R C , NH-C(=Q)-NH-SO -R S , C(=0)-NH-C(=0)-0- 
2 2 2 

R c , C(=0)-NH-C(=0)-R C , C(=0)-NH-C(=0)-NR T, R"'. C(=0)-NH-S0 2 -R S , C(=0)-NH-S0 2 -NR n R n ', 
C(=S)-NR n R n ', SO„-R S , SO-O-R 8 , SO-NRV\ SO -NH-C(-0>0-R C , SO -NH-C(=0)-NR n R n , 
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S0 2 -NH-C(=0)-R C , aC(=0>NR n R n> , 0-C(=0)-R c . 0-C(=0)-NH-C(^0)-R c t 0-C(^O>NH-S0 2 -R S and 

0-S0 2 -R S ; 

G is hydrogen; 
Tis U-W; 
RisC(^0)-OHand 

pharmaceutically acceptable sails thereof. 

3) (original) The compound of Claim 2 wherein D is selected from 



1) a 5-member aromatic heierocycle selected from the group 
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3) a 6-member aromatic hetero- or homocycle selected from die group 




and ; 
L is a bivalent linking group selected from the group 
-C3-C5-allcyl-, 
-C3-C5-alkenyL, 
-CHC(=0)NH-, 

-CH 2 NH-C(=0)-, 

.0-CH 2 .C(=0)-, 
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-CH 7 -CH 2 -C(=OK 
^CH=CH-C(=0)NH-CH 0 - t 
-CH=CH-C(=0)NH^CH-(CH 3 >. 
-CH(OH)-CH 2 -0-, 
<CH{OH)-GH 2 -CH -. 

- CH 2 -CH 2 -CH(OH)-, 
-0-CH 2 -CH(OH>, 

- <3-CH 2 -CH(OH>CH 2 -, 

- 0-CH 2 -CH 2 -CH(OHK 

-0-CH 2 -CH 2 -0-, 

-CH 2 -CH 2 -CH 2 -0., 

-CH 2 -CH(OH>CH 2 -0-, 

-CH -CH -O-. 
2 2 

^CH-(CH 3 )-NH-C(=0)-, 
-CH2-NH-SO2-, 

-NH-S0 2 -CH2-» 
-CH^SC^NH-, 

-S0 2 NH-CH 2 -, 

-C(=0)-NH-C(=0)-, 

-NH-C(=0)-NH^ 

-NH-C(=0)-NH-CH2-, 

-C(=O-NH-CH 2 -C(=0>NH 
-NH-C(=0)-0- and 

-0-C(=0)-NH-, and pharmaceutically acceptable salts thereof. 

4) (original) The compound of Claim 3 wherein the compound is represented by 
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where 

Y 2 , Y 3 and Y 4 are selected from the group CH, CR d and N; 

l} is selected from the group O, S, NH and NR°; 
n is 0-3; 
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R 1 , R 2 and R 3 each arc independendy selected from R a , R C and U-W; 

U is an optionally substituted bivalent radical selected from the group 

C -C alkyk C -C alkyl-Q-, C -C alkcnyl-Q- 8 and C -C alkynyMj-, where the substitute on any alkyl, 
16 06 2 6 26 

alkenyl or alkynyl are 1-3 R a ; 
Q is absent or is selected from the group 

O-, -S(O) -SO -N(R n )-, -N(R n )-, -N(R n )-C(=0)-, -N(R°)-C(=0)- N(R n )-, iN(R n >C(=0>0-, -OC{=Q> 
s 2 

N(R n )-, -N(R n )-S0 2 -, -C(=OX -C(=0>0-, -net-, -C^O-NCR 11 )-, -PO(OR C )0- and -P(OX>-, where s is 0~ 

2; het is a mono- or bicydic 5, 6. 7, 9 Of 10 member heterocyclic ring, each ring containing 1-4 heteroatoms 
selected from N, O and S, where the heterocyclic ring may be saturated, partially saturated, or aromatic and 
any N or S being optionally oxidized, the heterocyclic ring being substituted with 0-3 hydroxy, halo(F, Cl t 
Br, I), CF 3 , Cj -Chalky], C^C^alkoxy, nitro and amino; 

W is selected from the group 

hydrogen, OH, O-CyC^alkyl, SH, SR°\ NrV\ NH-C{=0)-0-R C , NM-C^O^NR 1 ^"', NH-C(=0)-R C , 

NH-SO -R S , NH-SO -NR X1 R n \ NH^S0 0 -NH-C(=0)-R C , NH-C(=0>NH-SO -R S , C(=0>NH-C(=0)-0- 
2 2 2 ^ 

R C , C(=0)-NH-C(=0)-R C , C(=0>NH-C^O>NrV', C(=0)-NH-S0 2 -R S , C^-^-SO^NRV^ 

C^-NrV'. SO^-R S , S0 2 -0-R S , S0 2 -NR n R n \ S0 2 NH-C(=0)-0-R C , S0 2 -NH-C(=^>NRV\ 

S0 2 -NH-C(=0>R C , 0-C(=0)-NR n R n \ 0-C(=0)-R C , 0-Q=O>NH C(=O>R C , O-C(=0)-NH-S0 2 -R S and 

O-SO ~R S ; R a is R a or R a substituted with 1-3 R a ; where 
2 

a* 

R is selected from the group 

hydrogen, halo(R Cl T Br, I), cyano, carboxy, carboxy-CyCj ( alkyl, amino, amino-CyCgalkyl, 

aminocarbonyl, carboxamido, carbamoyl, carbamoyloxy, formyU formyloxy, azldo, nitro, imidazoyl, 
ureido, thioureido, thiocyanato, hydroxy, CyC^alkoxy, mcrcapto, sulfonamido, het, phenoxy, phenyl, 

benzamido, tosyl, morpholino, rnorphoHnyl, piperazinyl, piperidinyl, pyrrolinyL imidazolyl and indolyl; 

a" 

R is selected from the group 

C^alkyl-Q-C^C.alkyl, ^-C^alkenyl-Q^Q-CgaJkyU C^C^alkynyl-^-C^lkyl, Cy 

C i ^ycloalkyl-Q-C^alkyi. ^-C^cydoalkenyl-Q-C^alkyl, Cj-C^kyl-Cg-C^aiyl-Q-C^alkyl, 
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C^C^^l-Cj-C^kyl-Q^o-C^kyl, C^alkyl-het-QC^^kyl, ^-C^kyl-Q-bet-C^alkyl, 
het-C^alkyl^-C^alkyl, C^alkyl-Q-C^C, 2 aryl and -Q-C^alky: 

R c is selected from hydrogen and substitnted or unsubstituted 

C r C )() alkyl. C 2 -C l0 alk«yl, ^-C^alkynyl, C^cycloalkyl, C^cydoalkenyl, C -^alkyl-C^ 

C^aryl, C^aryK^alkyl, C^alkyl-het, het-C^alkyl, C^aryl and het, where the 

substiiuhs are 1-3 hydroxy, ha)o(F, CI, Br, 1), CF^ C^alkyl. C^alkoxy, nitro and amino; 

R d is selected from the group 

OH, OCF 3 , OR C , SR m , halo(F, CI. Br, 1), CN, NO^ CSy C^alkylWV', C^alkyl-CK))- 

NrV, C^alkyl-CX^O-R 3 , C f C 8 alkyl. C^alkoxy, C^alkenyl, C^alkynyl, C 3 - 

C^cycloalkyl, C^cyCloaJkenyl, C 1 -C 6 alkyl-phenyl. phenyl-CyCgalkyl, C^alkyloxycarbonyl, 

phenyl-C 0 -C 6 alkyloxy. C^alkyl-het, hel-C^alkyl, SO^het, -O^-C^ary!. -SO^C^^ary). - 

SO -C -C alkyl and het, where any alkyl, alkenyl or alkynyl may optionally be substituted with 1 -3 groups 
2 16 

selected from OH, halo(F. CI, Br, D, nitro, amino and aminocarbonyl and the substituents on any aryl or bet 
are 1-2 hydroxy, hakXF, CI, Br, D, CF y Chalky!, C^alkoxy. nitro and amino; 

R m is selected from 

S-C ^C alky), a^C-C^alkyl, C(=Oi-NR n R n ', Chalky], halo<F, Cl, Br, D-Cj-C^kyl, benzyl and 
16 1 o 

phenyl; 
R n is selected from the group 

R c . NH-C(=O>0-R C , NH-C(=0)-R C , NH-C^NHR', NH-SO^R 8 . NH.SO 2 -NH^(=0)-* C . NH- 

C(=0)-NH-SO 2 -R S . C(=0>O-R C , C(=0>R C , C<«0>-NHR C , C(=0)-NH-C(=0)-O-R C , C(=0)-NH-C(=O> 

R c , C(=0)-NH-S0 2 -R S , C(=0>-NH-S0 2 -NHR S , SO^R*. S0 2 -0-R S , S0 2 -N(R C ) 2 . S0 2 .NH-C<=OM>R C , 

SO -NH-C(=0>0-R° and SO -NH-C(=0)-R C ; 
2 2 

R n ' is selected from hydrogen, hydroxy and substituted or unsubstituted 

Cl -C n alky), C r C lia lkoxy, C^alkenyl, C^alkynyl, C^cycloalkyl, C^cycloalkenyl, 

C f C 6a lkyl^ 6 -C 12 ary 1 , C^aryl-C^aJkyl. C^C^aryl-C^aikyloxy, C^alkyl-het, het-C,- 

C alkyl, C -C .aryl, het. C -C alkylcarbonyl, C^alkoxycarbonyl, C^cycloalkylcarbonyl. C f 
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C g cycloaikoxycarbonyU C^Cj ^aiyloxycarboriyl, C ? -C ] ^lalkoxycarbonyK heieroaryialkoxycarbonyl, 

heteroarylalkylcarbonyl, heteroarylcarbonyl. heteroarylalkylsulfonyl, heteroarylsulfonyl, C^- 

C alkylsuifony) and C -C .arylsulfonyl, where any alkyl, alkenyl or alkynyl may optionally be substituted 

with 1-3 groups selected from OH, halo(F, CI, Br, I), nitro, amino and aminocarbonyl and the substitaents 
on any aryl, heteroaryl or hct are 1-2 hydroxy, halo(F, Cl, Br, I), CF^, Chalky!, C^alkoxy, nitro and 



amino; 



R n and R n taken together with the common nitrogen to which they are 

attached may from an optionally substituted heterocyclc selected from morpholinyl, piperazinyl, 

thianiorpholinyl, pyrrolidinyl, imidazoIidinyl,indoHnyL isoindolinyl, lA3,4-tetrahydro-quinolinyU 1,2,3,4- 

tetrahydro-isoquinolinyl, thiazolidmyl and azabicyclononyl. where the substitute are 1-3 hydroxy, halo(F, 

Cl, Br, I), CF , C-C,alkyl, C -C alkoxy, nitro and amino; 
3 1 o 1 o 

R s is a substituted or unsubstituted group selected from • 

Chalky!, C^C g alkeny), C^alkynyl, Cg-CgCycloalkyl, C^C^cloalkcnyl, C^alkyJ-phenyl, 

phcnyl-C -C .aJkyl, C _-C, alkyl-het and hct-C -C alkyl, where the subsdluits are 1-3 hydroxy, halo(F, Cl, 

Br, 1), CF 3 , C^-C^alkyl, C^C^alkoxy, nitro and amino; 

T is U-W- and 

pharmaceutieally acceptable salts thereof. 

5) (original) The compound of Claim 4 wherein 

Y 2 , Y 3 and Y 4 are selected from CH and CR d ; 

Z* is selected from NR n , O and S; 
n is 0-3; 

12 3' a 
R , R and R each are independently R ; 

R a is R** or R a " substituted with 1-3 R* ; where 

R is selected from the group 

hydrogen, halo(F. Cl, Br, I), cyano, carboxy, carboxy, amino, antino, aminocarbonyl, carboxainido, 
carbamoyl, carbamoyloxy, formyl, formyloxy, azido, nitro, imidasoyl, ureido, thioureido, 
thiocyanato, hydroxy, Cj-^alkoxy, mercapto, sulfonaniido, phenoxy, phenyl, benzamido, 

morphoiino, morpholinyi, piperazinyl, piperidinyl, pyrrolinyL imidazolyl and indolyl; 

R is hydrogen or a substituted or unsubstituted group selected from 
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C^C^alkyl-het, C 4: alkyl, C^^alkenyl. C^C^alkynyl, C^ ^ycloalkyl, C^C^cycloalkenyl- 

C -C alkyl, C -C alkyl-C ~C aryl and C,-C lrt aryl-C -C alkyl, where the substitute are 1-3 hydroxy, 
06 16 6 12 6 10 1 o 

halo{F, CI, Br, I), CF^, C -C,alkyl, C -C .alkoxy, nitro and amino; 
3 1 o 1 o 

R d is selected from the group 

Oa OOy OR 3 *, SR m , halo(F, CI. Br, I), CN, NO^ CF^ Chalky l-C(=0>R a , C^alkyl, 

C g alkoxy, C^CgaJkenyl, C^-C^alkynyl, C^C^ydoalkyl, phenyl-^ ^alkyl, Cj-^alkyloxycarbonyl, - 

O-C -C aryl and -SO -C -C ^aryl, where any alkyl, alkenyl or alkynyl may opiionally be substituted 
6 12 2 6 12 

with 1-3 groups selected from OH, halo(F, CI, Br, I) f nitro, amino and aminocarbonyl and the substiiuents 

on any aryl or net are U2 hydroxy, halo(F, CI, Br, J), CF^ C^-C^alkyl, C^-C^lkoxy. nitro and amino; 

R m is selected from 

S-C -C 6 alkyl, a^K^-C^lky!, C<=0>NH 2> Chalky!, halo<I% CI, Br, D-C^alky!, benzyl and 
phenyl; 
R n is selected from the group 

R a ". NH-C(*0>0-R tf \ NH-C(^0)-R a ", NH^^NHR^', NH-SO^R 5 , NH^SO 2 -NH-C(=0)-R aW , NH- 

C(=0)-NH-S0 2 -R S . C(=0)-0-R a ", C(^0)R a ", C(=Q)-NHR a ". C(=0)-NH-C(=O)-0-R a ", C<=0>NB- 

C(=0)-R a '\ C(=O)-NH-S0 2 -R 8 , C(=0)-NH-S0 2 -NHR S , S0 2 ~R S , SC^-OR 5 , SC^-NCR)^ SO^Nfl- 

C<s=0)-a-R a ", SCyNH-C(=0)-0-R a " and SO^NH-C(=0)~R a ; 

R is selected from hydrogen, hydroxy and substituted or unsubsthuted 

C -C •Ikyl. C^C n alkoxy, C^C^alkcnyl, C^^alkynyJ, C^ ^ycloalkyl, ^-C^cycloalkcnyl, 

C^C^alkyl-C^C^aryl, ^-C^aryl-C^C^kyl, ^-C^aryM^-^alkyloxy, C^alkyl-het, net-C^ 

C^alkyl; C -C aryl, het, C -C alkylcarbonyl. C -C.alkoxycarbonyl, C^-C ft cycloalkylcarbonyl, C - 
6 6 12 16 Jo do «5 

C.cycloalkoxycarbonyl, C.-C aryloxycarbonyl, C -C arylalkoxycarbonyl, heteroarylalkoxycarbonyl, 
8 oil 711 

hcteroarylalkylcarbonyl, heteroarylcarbonyl, heteroarylalkylsulfonyl, heleroarylsulfonyl, C^- 

C alkylsulfonyl and C.-C aryl sulfonyl, where any alkyl, alkenyl or alkynyl may optionally be substituted 
6 6 10 

with 1-3 groups selected from, OH, halo(F, CI, Br, I), nitro, amino and aminocarbonyl and the subsmuenis 
on any aryl, heteroaryl or het arc 1-2 hydroxy, halo(F, CI, Br, I), CF^, Cj-C^lkyl, C^alkoxy, nitro and 

amino; 
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R n and R n taken together with the common nitrogen to which ihcy are 

attached may from an optionally substituted heterocyclc selected from morpholinyl, piperazinyJ, 

thiamorpholinyl, pyrrolidinyl, irmdazolidinyl,indolinyl, isoindolinyl, 1^,3,4-tctrahydro-quinolinyl, 1,2,3,4- 

tetrahydro-isoquinolinyU thiazolidinyl and azabicyclononyl, where ihe substftuhs are 1-3 hydroxy, halo(F, 

CI, Br, 1), CF . C-C.alkyl, C -C .alkoxy, nitTO and amino; 
3 16 10 

R s is a substituted or unsubstituted group selected from 

°r C 8^ ,ky1 ' C 2 " C 8 alkei,yl? C 2 " C 8 alkyny1 ' C 3 ' C g c y cIoalk y 1 ' C 3 -C 6 cycloalkenyl, C^alkyl-phenyl, 

phenyl-C 0 -C 6 alkyl, Cg-C^lkyl-hct and hei-^-C^lkyl, where the substitute are 1-3 hydroxy, ha1o(F, CI, 

Br, I), 0* C -C alkyl. C -C.alkoxy, nitro and amino; T is U-W, where 
3 1 0 16 

U is an optionally substituted bivalent radical selected from the group 

C 1 -C 6 aIky^Q-, C^C^alkenyl-Q-, and C^^alkynyi-Q-, where the substitute on any alky], alkenyl or 

alkynyl are 1-3 R ; 
Q is absent or is selected from the group 

-S0 2 -N(R n )-. -NOR")-, -N(R n )-C(=OK -NCRVX^-O-, -N(R n )-S0 2 -, -C(=0)-N<R n )-C(=O)-O-, - 

C(=OKK -C(=0)- and -C(=0)-N(R n )-; 
W is selected from the group 

hydrogen, OH, O-C-C^alkyl. SH, SR m , NRV', NH-C(=0)-0-R a ", NH-C(=0)-NR n R n ', NH-C(=0)- 
1 6 

R a ", NH-SO -R S . NH-SO -NRV*, NH-SO.-NH-a^O-R*", NH-C(-0)-NH-SO -R S , C(=0)-NH- 
2 2 4- z 

CC^O-R 3 ", C(=0)-NH-C(sO)-R a ". C(=0)-NH-C(=OyNR n R n \ C(=0>NH-S0 2 -R S , C(=0)-NH-SO 2 . 

NR n R n \ 0=SyHR n R n \ SO -R S . SO -0-R s , SO -NrV, SO -NH-C(=0)-O-R a ", SO -NH-COO)- 

2 2 1 A * 

NRV, S0 2 -NH-C(=0)-R a " 0-C(=0)-NRV', 0-C(=0)-R a ", 0-C(=OVNH-C(=0>-R a ", 0-C(=0)- 
NH-S0 2 -R S and O-S0 2 -R S : and pharmaceutically acceptable salts thereof. 

6) (original) A compound represented by the formula: 
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where 

D is selected from the group 



where 



and 




Y* is selected from the group NR n , CH and CR d ; 

Y 2 , Y 3 , Y 4 and Y 5 are selected from the group CH and CR d ; 

7} is selected from the group NR n , O and S; 
n is 0-3; 

is selected from the group substituted or unsubstituted 
C^-C^alkylcne, 

C 3~ C 6 0yClOaIkylene * 

C Q <: 3 alkylcne-l^ n : (C=O>C 0 -<: 3 alkylenc, 

C^alkylenc-CC^O^m^^alkylenc, 

C -CLalkylene-O-C -C^alkylene, 
0 3 0 3 

C -C alkylene»NR n -C -C ajkylene, 

C 0 -C 3 alkylene-(C=O)-C 0 -C 3 alkylene, 

C 0 -C 3 alkylene-S(O)^ 2 -C 0 -C 3 aIky]ene s 

C 0 -C 3 alkylcnc-N^ n -SO 2 -C 0 -C 3 alkylenc t 

C -C alkylenc-SO -NR°-C -C aJkylenc, 
0 3 2 0 3 

I 2 

C 0 -C 3 alkylene-CR =CR ^-C^alkylene, 
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C -C a)kylenc-C=C-C -CLalkylene and 
0 3 ~ 0 3 

C -C alkylene-het^ -C alkylenc 
0 3 0 3 

1 2 3 

where the substituenis are selected from the group one to three R , R and R ; 
Y 

L is selected from the group substituted or unsubsthuted 
C^-C^allcylene, 

C alkylenc-NR n -(C=0)-C -C.alkylcne, 
0 2 0 2 

C 0 <: 2 olkylene-(G^>NR n -C 0 ^C 2 alkylene, 
C 0 -C 2 alkylene-O-C 0 -C 2 alkylene, 

C^C^kylene-NR^-C^^kylene, 

C -C alkylcne-(C=0)-C -C alkylenc, 
0 2 0 2 

C 0 ^C 3 alkylenc-S(O) 0 2 «C 0 -C 3 alkylenc, 

C -C alkylene^SO -NR n -C -CLaDcylenc and 

0 3 2 0 3 

C 0 -C 2 alkylene-aryl-C 0 -C 2 alkylenc 

12 3 

where the substituents are selected from the group one to three R ,R andR ; 

12 3 
R ,R andR are selected from the group 

hydrogen, 

C -C alkyl-hydroxy, 

1 o 

halo(F, CI, Br, I), 

halo(F, CI, Br, I)-C -C_alkyl, 
1 o 

cyanO, 

isocyanate, 

carboxy, 

carboxy-C -C alkyl, 
1 o 

amino, 

amino-C-C alkyl, 

1 o 

amino-di(C -C alkyl), 

1 Q 

aminocarbonyl, 
carboxamido, 
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carbamoyl, 

carbamoyloxy, 

formyl, 

formyloxy, 

nitro, 

imidazoyl, 

ureido, 

thioureido, 

thiocyanato, 

hydroxy, 

C -C: alkoxy, 
1 6 

mercapio, 

sulfonamide 

phenoxy, 

phenyl, and 

benzamido; 

R a is selected from the group 
hydrogen, 
halo(F. Cl, Br, I), 
cyono, 
isocyanate, 
carboxy, 

carboxy-C -C alky], 
1 o 

amino, 

amino-C^-Cgalkyl, 

aminocarbonyl, 

carboxamido, 

carbamoyl* 

carbamoyloxy, 

formyl, 

formyloxy, 

azido, 

nitro, 

imidazoyl, 

ureido, 

thioureido, 
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thiocyanato, 

hydroxy, 

C-C.alkoxy, 
1 o 

mercaplo, 

Sulfonamide, 

C -C allcylsulfbnyl, 
1 o 

het, 

phenoxy, 
phenyl, 
benzamido, 
tosyU 

morpholino, 

morpholinyU 

piperazinyl, 

piperidinyl, 

pyrrolinyl. 

imidazolyl and 

indolyl; 

R c is selected from hydrogen and substituted or unsubstituted 
C r C 10 alky], 

C 2 -C l0 alken y 1, 

C 2 -C 1Q a1kynyl, 

C 3" c i l c y cloalk > ,1, 

C^-Cj O cycloalkenyl, 

C 6 -C 10 ^l-C r C 6 alky], 

C -C alkyl-het, 
1 o 

hci-C.-C.alkyl, 
1 0 

Via 1 * 

C t -C 10 alkyl-O-, 
C 2 -C i() aikeny1-0-, 
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C^C^alkyiiyl-O-, 
C^C^cycloalkyl-O-, 
C^-C t ^cycloalkeny 1-0-, 
C^alkyl-C^aryl-O-, 

C -C.alkyl-het-O-, 
het-Cg-C^alkyl-O-, 

Cj-C^alkyl-NR 11 -, 

C 2 -C l0 alkc n yl-NR n -, 

C 2 -C 10 alkynyl-NR n -, 

C -C cycloalkyl-NR n -, 

C 3 -C 10 cycloalkenyl-NR n -, 

C -C.alkyl-C.-C. .aryl-NR 0 -, 

1 O O 1Z 

C -C^alkyl-ha-NR n ., 

het.C.-C,aIkyl-NR n -, 
0 o 

C 6 -C 12 aryi-NR n -aiMJ 

heu where the substiuients on any alkyl, alkenyl or alkynyl are U3 R a and the subsritucnis on any aryl 



hex are 1-3 R ; 
het is selected from the group 
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NR n R"\ 

NR n C(=OH>-R n , 
NR° C(=0>R n \ 
C -C^alkyl-SO -R n . 

r -C^alkyl-SO -NR n R n . 

C(=0)-R D . 
0-C(=0)-R n , 
QsO^O-R 11 and 

R d is a chemical bond when net is a divalent linking group; 

R n and R n * are independently selected from the group 
hydrogen, 
hydroxy, 
CyC^alkyl, 

halo(F, a, Br, IKyC^lkyl, 

C -C^aDcyl-bet, 
1 o 

hei-C -C.alky], 
l o 

C 6 -C 12 aryl, and 
hel; 

K z is a substituted or unsubstituied group selected from 
hydroxy, 
CyC^ i alkoxy, 

C^-C j ^cycloalkoxy , 

C^-C^aralkoxy, 

C -C arcycioalkoxy, 
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C^C j ^alkylcarbony loxy a) ky loxy , 

C^-C 1 ^alkoxycaibonyloxyalkyloxy, 

C -C alkoxycarbonylalkyloxy, 
3 10 

^-C^cycJoalkylcarbonyloxyalkyloxy* 

C 5 -C^ 0 cycloaJkoxycarbonyloxyalky1oxy , 

C^-Cj ^cycloalkoxycarbonylalkyloxy, 

C -C aryloxycarbonylaJkyloxy, 
o 1Z 

Cg-Cj ^aryloxycarbonyloxyalkyloxy, 

C -C aiylcartxmyJoxyalky.oxy, 
8 12 

C^-Cj ^alkoxyalkylcarbonyloxyalkyloxy. 
(R D )CR D ')N(C 1 -C 1() alkoxy)-, 




N O 

"O and 

where the substitucnts on any alkyl, alkenyl or alkynyl are 1-3 R a and the subsmuents on any aryl or het are 
l-3R d ; 

Q is absent or is Cq-C^ alkyl substituted with a group selected from 

-N(R n )-, 
-N(R n )-C(=0>, 
-N(R n )-C(=0)-0-, 
-N(R n )-C(=0)-N(R n )-, 
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-N(R n )-S0 2 -, 
-C(=0)-, 

-O.C(^0)-N(R n )-, 

V is absent or is an optionally substituted bivalent group selected from 

C -C alkylcnc, 

1 ]J J 

C 0 -C 3 alkylene-O-C 0 -C 3 alkylcnc, 

C -C,alkcnylene, 

2 6 

C Q --C 2 alkylen©-0-C 2 -C 4 alkeny]ene, 
C^-CgCycIoalkylene, 

C 6- C lO aryljC 0^6 alkyJe " e - 
C^-C^alkyl-C^-C^arylene and 

C^-C^alky-net; 

where the substituents on any alkyl are 1 -3 R a and the substituents on any aryl or het are 1 -3 R d ; 
W is a C^-C^ -alkyl substituted with a group selected from 

R a , 

nh-c(=o>-nrV 1 \ 

NH-C(=0)-R C , 
C(=0>R C , 

C(=0)-NH-C(=0)-R C T 
C(=O>NH-C(=0)-NR n R n ', 
C(=0>NH-SO 2 - R C , 

C(=0>NH-S0 2 -NR n R n , 
NH-C(=0)-R C and 

R c and pharmaceutical ly acceptable salts thereof. 
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7) (original) The compound of Claim 6 selected from the group consising of 




and 




where 

D is selected from the group 
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where Y 1 , Y 2 , Y 3 , Y 4 and Y 5 are selected from the group CH and CR d ; 

Z 1 is selected from the group NR°, O and S; 
n is 0-3; 

L X is selected from the group substituted or unsubstituted 
C^C^alkylene, 

C -Cxycloalkylene, 
3 6 

C -C aIkylenc-NR n -(C=0)-C -C.alkylene, 
0 3 u j 

C 0 -C 3 alkylene-(C^>NR n -C 0 -C 3 alkylenc, 
C 0 -C 3 alkylcne-O-C 0 "C 3 alkylcne, 

C 0 -C 3 alkylenoNR n -C 0 -C 3 alkyIenc, 

C -C alkylene-{C=0>C -C.alkylene, 
0 3 0 3 

C^C^kyleiie-S^^-C^alkylene, 

C -C^alkylene-N^-SO^-C -C alkyiene, 
0 3 2 v d 

C -C alkylenc^SO -NR n -C A -C alkylene, 
0 3 2 v 3 

C -C alkyiene-CR^CR^C^-C.alkylene, 
0 3 0 3 

C 0 -C 3 alkylene-CsC-C^C 3 alkylene and 
C 0 -C 3 alkylcnc-het-C 0 -C 3 alkylcne 

1 2 3 

where the substiiuits are selected from the group one to three R , R and R ; 



L Y is selected from the group substituted or unsubstituted 

C -C: alkylene, 
0 2 

C 0 -C 2 alkylene-NR D -(O=O)-C 0 -C 2 alky]enc J 
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C -C alkylene-(C=0)-NR n -C -C alkylene, 
0 2 O 2 

C 0" C 2 a!kylene "°" C 0^ C 2 a!kylene ' 

C -C alkylene-NR n -C -C alkylene, 
0 2 0 2 

C 0 -C 2 alkylene-(C=O)-C 0 -C 2 alkylcnc, 
C 0 -C 3 alkylene-S(O) 0 2 -C 0 -C 3 alkykne, 

C 0 -C 3 aJky1ene-SO 2 -NR n -C 0 -C 3 alky)ene and 
C 0 -C 2 alkylene-ary]-C 0 -C 2 alkylene 

1 2 3 

where the substitute are selected from the group one to three R , R and R ; 

12 3 
R , R and R arc selected from the group 

hydrogen, 

C -C alkyl-hydroxy, 

J o 

haJo(F,Cl, Br, 1), 

halo(F, CU Br, IM^-Cgalkyl, 

cyano, 

isocyanate, 

carboxy, 

carboxy-C^C^aJkyl, 
amino, 

aminO-C -C alkyl, 

1 o 

arnino-di(C -C alky!), 
1 8 

aminocarbonyl, 

carboxamido, 

carbamoyl, 

carbamoyloxy, 

formyl, 

formyloxy, 

azido, 

nitro, 

imidazoyl, 
ureido, 

thioureido, 
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tbiocyanato, 

hydroxy, 

C -C alkoxy. 
] o 

mcrcapio, 

Sulfonamide, 

phenoxy, 

phenyl, and 

benzamido; 

R a is selected from the group 
hydrogen* 
halo(F. CI, Br, I), 
carboxy, 
amino, 

amino-C -C alkyl, 
I o 

aminocarbonyl, 

carboxamido, 

carbamoyl, 

carbarnoyloxy, 

formyl, 

formyloxy, 

imidazoyl, 

ureido t 

hydroxy, 

C -C.alkoxy, 
1 o 

sulfonamide, 

hec 

phenoxy and 
phenyl, 

R c is selected from hydrogen and substituted or unsubstituted 
C f C I0 alM, 
C 2 -C ]0 alkenyl, 
C 2 -C J0 alkynyl, 
C 3 -C n cycloalkyI, 
C -C cycloalkenyl, 
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C^kyl-C^^aiyl, 

C-C^aJkyl-het, 
J o 

hei-C-C,alkyl, 

1 D 

c i" c io alky, "°"' 

C 2 -C 1() aIkenyl-0-, 

C 2 -C )0 alkynyl-O-, 

C 3 -Cj jCycloalkyl-O-, 

C-C. _cycloallcenyl-0-, 
3 10 

C r C 6 alkyl-C 6 ^C 12a ry)-0-, 
C-C „aryI-C -C alkyl-O-, 

D 10 I O 

C^alkyl-hct-O-, 
het-C rt -C,alkyl-0-, 
C 6 -C i2 aryl-0- 

C -C^alkyl-NR 0 -, 

C 2 -C l0 alkenyl-NR n ., 

C 2 -C 10 alkynyl-NR n -, 

C^-Cj jCycloalkyl-NR"-, 

C-C cycloalkenyl-NR 0 -, 
3 10 

Cj-^alkyl-C^C^aiyl-NR 0 -, 

C 6- C 10 arylC lV ky, - NRn -' 

C -C.a1kyWiet-NR n -, 
I 6 

h«-C -C-alkyl-NR n -, 

0 D 
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C -C aryl-NR - and net, where the substiments on any alkyl, aikenyi or alkynyl are 1-3 R and ihc 



substituents on any ary] or het are 1-3 R ; 
het is selected from the group 




R P and R are independendy Selected from the group 
OH, 

44 

PAGE4OT3 1 RCVDAT 10/2/2006 6:09:36 PM [Eastern Daylight Tme] * SVR:USPT0-EFXRF^/17 * DNIS;2738300 1 CSID: * DURATION (mrrKS):07-22 



Oct-02-2006 02:02pm Fron-GENENTECH LEGAL 



T-850 P 041/073 F-532 



CN. 
N0 2 , 

halo(F, CI. Br, I), 

OR n , 

SR n , 

SOR n , 

nrV', 

NR n C(=0)-0-R n ', 
NR n C(=0)-R n '. 

C„-C,alkyl-SO -R n , 

0 6 2 

C 0 -C 6 alky]-SO 2 -NR ^ R n, , 

C(=0)-R", 
0-C(=0>R n , 
C(=O)-0-R n and 
C(=0)-NR n R n ', 
R d is a chemical bond when hei is a divaleni linking group; 

n ti* 

R andR are independently selected from the group 
hydrogen, 
hydroxy, 

C -C.alkyJ and 

1 o 

halo(F, CL Br, I>C -C.alkyl; 

1 6 

V is absent or is an optionally substituted bivalent group selected from 

C -C alkylene, 

1 6 

C^-C^allcylene-0-C^-C 3 alJcylere > 

C -Chalice nylene, 

2 6 



C^C^aJkylene-O-C^C^alkenylene, 
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C^CgCycloalkylene, 

C -C .alkyJ-C -C _ arylcnc and 
0 6 o 10 

C^-C^alky-net; 

a d 
where Ihe substituents on any alkyl arc 1-3 R and the substiroents on any aryl or het are 1-3 R ; 

W is selected from the group 

hydrogen, 

NH-C(=0)-NR n R n \ 

NH-C(=0)-R C , 

C(=0>-NH-C(=0)-R C , 

C(=0>NH-C(=0)-NR T, R n \ 

C(=0)-NH-S0 2 .R C , 

C(=0>NH-S0 2 -NR n R n \ 

C(=0)NR n R n \ 
NH-C(=0)-R C and 
R d ;and 

pharmaceutical ly acceptable salts thereof. 

8) (original) The compound of Claim 6 selected from the group consisting of 
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where 

R 1 , R 2 , R 3 , R 4 ,and R^ arc selected from the group 



hydrogen, 
Cj-CgaJkyl, 
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C -C alkyl-hydroxy, 
J o 

halo(F, Q, Br, I), 

halo(F, CI, Br, I)-C -C alkyl, 
J 8 

amino, 

amino-C -C alkyl, 

1 o 

ami nocarbonyl-C-C alkyl, 
0 o 

amino-diCC^ -C^alkyl). 

carboxamido, 

carbamoyl, 

carbamoyloxy, 

formyl, 

formyloxy, 

ureido, 

hydroxy, 

C -CLalkoxy, 
j o 

sulfbnamido, 

phenyl and 

phenoxy, 

R is selected from the group 
hydrogen, 
ha!o(F. CI, Br, I), 
cyano, 
isocyanate, 
caxboxy, 
amino, 

amino-C -C alky), 

1 o 
aminocarbonyl, 
carboxamido, 
carbamoyl, 
carbamoyloxy, 
formyl, 
formyloxy, 
imidazoy!, 
ureido, 
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hydroxy* 

C -C,alkoxy, 
1 6 

sulfonamide^ 

phenoxy and 

phenyl, 

R c is selected from hydrogen and substituted or unsubstitutcd 

C -C ^alkyl, 
1 10 J 

C 2 -C 1() alkenyl, 
C 2 -C ]() alkynyK 
CyC^cycloalkyl, 
C 3 ~C j Q cycloalkenyl, 

C r c 6 alkyl " c 6' c t2 ary1, 

VSo^fV Iky1 ' 

C -C alkyl-hct, 
1 o 

het-C.-C_alkyl, 
i o 

C 6- C ]2 a * yl - 
Cj-C^aJkyl-O-, 

C 2 -C J() alkenyl-0-, 

C 2 -C l0 alkynyl-O-, 

Cj-Cj jCycloalkyl-O-, 

C^-Cj pCycioalkcnyl-O, 

C^alkyl-C^j^l-O-, 

C^-C ^ Q aryl-C ^ -C^alkyl-O-, 

C -C.alkyl-het-O-, 
1 o 

het-C^-C^fcyl-O-, 



C 6 -C 12 aiy1-0- 
Cj-C^alkyl-NR"-, 
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C 2 -C 1Q alk6nyl-NR n -, 
C 2 -C 1Q aIkynyl-NR n -. 
C 3 -C M cycloalkyl-NR n -, 
C^Cj 0 cycloalkenyl-NR n -, 
C, -C^alkyl-C.-C, 0 aiyl-NR n -, 

16 6 12 

c * c , rt aryl-C -C, alkyl-NR n -, 

C -C alkyl-het-NR n - t 
1 6 

het-Cg-C^alkyl-NR 11 -, 

C -C aryl-NR n - and 
6 12 

net, where the substituents on any aikyK alkenyl or alkynyl are 1-3 R a and the sobstituents on any aryl or 

het are 1-3 R d ; 

R d are independently selected from the group 
OR 

C -C.alkyl, 
1 o 

halo(F, CI. Br, I), 

N0 2 , 

cyano, 

OR", 

SR n . 

SOR n , 

CF , 
3 

R C , 



nrV', 



Nr" C(=O)-0-R n \ 
NR n C(=0)-R n ', 
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C 0 -C 6 alkyl-SO 2 -NR n R n \ 

C(=0)-R n , 
0-C(=0)-R n , 
C(-O)-0-R n and 



het is selected from the group 




hydrogen, 
hydroxyl, 
C -C^aJkyland 



halo(F, CL Br, Q-C -C^aUcyl; 

halo is selected from the group F and CI; 

7} is selected from the group NTR 71 , 0 and S; 
n is 0-3; and 

pharmaceuiically acceptable sails thereof. 

9) (new) A method of treating or ameliorating a disease or discorder in a mammal mediated through the 

CD J J/CD1 8 family of adhesion receptors comprising administering a pharmacologically effective amount of a 

compound according to claim ] . 
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10) (new) The method of claim 9 wherein said disease or disorder is mediated by binding interaction of LFA-1 and 



1 1) (new) The method of claim 9, wherein said disease or disorder is an immune or inflammatory response ot 
disorder. 



wherein R is: 

2-isopropylpbenyI isocyanate; phenethyl isocyanate;; 1-napthyl isocyanate; 

(SX-)-a-methylbenzyl isocyanate; cyclohexyl isocyanate; ethoxycarbonyl isocyanate; isopropyl isocyanate; trans- 
2-phcnylcyclopropyl isocyanate; 1-adamantyi isocyanate; phenyl isrcyante; 4~(meihykhio)phenyl isocyanate; 3- 
(mcihyllhio)pheny] isocyanate; 3-ethoxycarbonylphenyl isocyanate; 4-cthoxycarbonylphenyl isocyanate; 4- 
fluorophenyl isocyanate; 2-iluorophenyl isocyanate; 2-(trifluoromethoxy)pheoyl isocyanate; 3-fluorophcnyl 
isocyanate; 3-bromophcnyl isocyanate; 4-methoxyphcnyI isocyanate; 4-isopropylphenyl isocyanate; 3-(2- 
hydroxy)etbyl phenyl isocyanate; 4-ethylphenyl isocyanate; 2-niirophenyl iscKyanate; 3-nitrophcnyl isocyanate; 
4-nitropheny! isocyanate; 3-cyanophenyl isocyanate; 4-trifluoromethyl isocyanate; 3-trifluoromeihyl isocyanate; 2- 
trifluoromethyl isocyanate; 3-methyIphenyl isocyanate; 4-chlorophenyl isocyanate; 3-chlorophenyl isocyanate; 3- 
chloro-4~methy]phenyl isocyanate; 3-ethy!phcnyl isocyanate; allyJ isocyanate; (S)-(-)-a-memylbenzyl isocyanate; 
cyclohexyl isocyanate; or trans-2-phenylcyclopropyl isocyanate; or 



ICAM 1. 



12) (new) The method of claim 9, wherein said mammal is human. 



13) (new) The compound according to claim 1 which is: 



H 
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wherein R is: 

benzyl isocyanatc; ethoxycarbonyl isocyanate; 2-chloro-6-methylphenyl isocyanate; or ethoxycarbony) isocyanate; 
or 




wherein R is: 

R group; phenethyl isocyanatc; isopropyl isocyanate; cyclohexyl isocyanate; 3-ethoxycarbonylphenyl isocyanate; 4- 

ethoxycarbonylphenyl isocyanatc; 4-fluorophenyl isocyanate; 

2-fluoropheny) isocyanate; 3-fluorophenyl isocyanate: 4-methoxyphenyl isocyanate; 

4-isopropyJphenyl isocyanatc; 3-(2-hydroxyethyl)phenyl isocyanate; 2-nhrophenyl isocyanate; 

4-nitrophenyl isocyanatc; 3-cyanophenyl isocyanate; 3-methyJpheny! isocyanate; 4-chlorophenyl isocyanate; 3- 

chloro-4-methylphcnyl isocyanate; 2-chloro-6-jnethylphenyl isocyanate; or 

4-cthylphenyl isocyanate; or 




wherein R is: 

pheneihyi isocyanate; isopropyl isocyanatc; benzyl isocyanate; propyl isocyanate; ethoxycarbony] isocyanatc; cihyl 
2-isocyanaio-4-tnethylvalerate; (S)-(-)-a-methylbcnzyl isocyanate; benzensullbnyl isocyanate; or benzyl isocyanatc; 
or 
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3-raethylindenc-2-carboxylic acid; 3-methylbenzofuran-2^arboxylic acid; 4-Oxo4, 5, 6, 7-ieirahydro-bePzofunm- 

3- carboxylic acid; 1, 2, 5-Trimcthyl-lH-pyrroIc-3-carboxylic acid; 4-Mcthyl-[] # % 3]ihiadia*ole-5-carboxylic acid; 

4- PhenyHl, 2, 3]thiadiazoIc-5-carboxylic acid; 3-chloro-2thiophenecarboxyIic acid; 3, S-Dimcthyl-isoxazOle-4- 
carboxyiic acid; 3-methyl-2-furoic acid; 3-bromoihiophene-2-carboxylic acid: 2-fiiroic acid; 3-furoic acid; 2- 
thiophene carboxylic acid; 3- thiophenecarboxylic acid; 5- chloro 2- thiophenc carboxylic acid; 5- bromo 2- 
thiophene carboxylic acid; indole 5- carboxylic acid; indole 4- carboxylic acid; indole 6- carboxylic acid; ben20ic 
acid; cyclohexyl carboxylic acid; acetic acid; isonipecotic acid; or pipccolinic acid; or 



P 




wherein R is: 

3, 4, 5-trimeihoxybenzoic acid; propionic acid; cyclopropyl carboxylic acid; lrimethyl acetic acid; 1 , 2, S-Trimcthyl- 
lH-pyrrole-3-carboxylic acid; 3-Chloro-^methaiies4irfonyl-thiophcnc-2-carbiixyIic acid; 4-Methyl-[l, 2, 
3]lhiadiazolc-5-carboxylic acid; 4*Phenyl-[l> 2, 3]ihiadiafcole-5-carboxy1ic acid; 
4-Bromo-2-cihyl-5-methyl-2H-pyrazolc-3-carboxylic acid; 3-chlorothiophenc-2-carboxylic acid; 
3,5*Dimctfiyl-isoxazo1e^arboxylic acid; 3-Meihyl-2-phenyl-2H-[l, 2, 3]mazo!e^-carboxylic acid; 
3-methyI-2-furoic acid; 3-bromothiophcnc-2-carboxylic acid; benzoic acid; cyclohexyl carboxylic acid; acetic acid; 
orH; or 




wherein R is; 

trimcthyl aceiic acid; 3-Chloro-benzOtb]th30phenew2-carboxylic acid; 3<hloroihiophene-2 -carboxylic acid; 3, 5- 
DimethyI-isoxazoIe-4-carboxylic acid: 3-bromothiophene-2-carboxylic acid; 
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3-methylindene-2-carboxylic acid; 4-Oxo-4, 5, 6, 7-iclrahydro-benzofuran-3-carboxylic acid; 
3<:hlor<>4-incihancsulfonyl-diiophene-2-carboxyIic acid; 4-Mclhyl-[l, 2, 3]duadiazole-5-carboxylic acid; 4- 
Bromo-2-ethyl-5-meihyl-2H-pyrazo!e-3-carboxylic acid; benzoic acid; cyclohexane carboxylic acid; or acetic acid; 
or 



wherein R is: 

3, 4, S-lrimeihoxybenzoic acid; isovaleric acid; propionic acid; cyclopropyl carboxylic acid; 4-aceiyl-3, 5-dimethyl- 
2-pyrroIecarboxylic acid; 3-methylindenc-2-carboxylic acid; 4-Oxo4, 5 t 6, 7-tEtrahydro-bcnzofuian-3-carboxylic 
acid; 1, 2, 5-Trimetliyl-lH-pyrToIe-3-carboxylic acid; 3-C^oro-4-methanesuIfonyl-thiophen6-2-carboxyIic acid; 4- 
Methyl-[1, 2, 3]ihiadiazole-5-carboxyIic acid; 

4-Phenyl-[l, 2, 3]thiadiazole-5-caTboxyJic acid; 4-BronK>2-eihyl-5-meihyl-2)l-pYi^ole-3-carboxylic acid; 3- 
chlorothiophcnc-2-carboxylic acid; 3, 5-Dimethyl-isoxa20le-4-cai*oxylic acid; 5-Methyl-2-phenyl-2H-[l, 2 f 
3]triazolc-4-carboxylic acid; 3-bromothiophcne-2-carboxylic acid; benzoic acid; or 
cyclohexyl carboxylic add; or 



R 




O 




O 



wherein R is: propionic acid; acetic acid; or H; or 
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O 




wherein R is: propionic acid; butyric acid; acetic acid; or H; or 




wherein R is: propionic acid; aceoc acid; or H; or 
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wherein R is: 

propionic acid; butyric acid; acetic acid; or H; or 
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wherein R is: 

propionic acid; butyric acid; acetic acid; or H; or 

O 




wherein R is; 

propionic acid; butyric acid; acetic acid; or H; or 




wherein R is: 

propionic acid; butyric acid; acetic acid; or H; or 
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wherein R is: 

propionic acid; butyric acid; acetic acid; or H; or 



o o 




wherein R is: 

propionic acid; butyric acid; acetic acid; or H; or 




wherein R is: 

propionic acid; butyric acid; acetic acid; H; or 




wherein R is: propionic acid; butyric acid; acetic acid; or H; or 
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wherein R is: 

propionic acid butyric acid; acetic acid; or H; or 




wherein R is: 

propionic acid; butyric acid; acetic acid; or H; or 




wherein R is: 

propionic acid; butyric acid; acetic acid; or H; or 

o 




wherein R 15: 

propionic acid; butyric acid; acetic acid; or H; or 
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O 




wherein R is: 

propionic acid; butyric acid; acetic acid; orH; or 




acetic acid; or H; or 

O 




wherein R is: propionic acid; or H; or 
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wherein R is: acetic acid; or H; or 



R 




wherein R is: acetic acid; or H; or 




O 

wherein R is: propyl chloroformate; benzyl chloroformate; isopropyl chloroformatc; methyl chloroform ate; ethyl 
ehloroformate; butyl chloroformate; or 3- butcnyl chloroformate; or 




wherein Ris: L - Ala; orL- Thr, or 




wherein R is: 2- furaldehyde; or 3- methyl 2- ruraldchydc; or 
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wherein R is: 2- fiiraidehyde; or 3- methyl 2- ftiraldehydc; or 




wherein R is: L- Ala; L- Asn; or 




wherein R is: L- Asn; L- diaminopropionic acid (alloc); or L- lys; or 

R 




o 

wherein R is:N-acetyJsulfenilyl chloride; 2-bromobenzenesulfonyl chloride; or 2-thic^hcncsulfonyl chloride; or 



R 




o 

wherein R is: 2-thiophenesuIfonyl chloride; or 8-quinolJnesulfonyl chloride; or 
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R 




o 

wherein R is. benzenesulfonyl chloride; N-aectylsulfanilyl chloride; 2-thiophcncsulfonyl chloride; 2- 
brofnoben2enesulfonyl chloride; or 2-acetamido-4-methyI-5-thia20lesulfonyl chloride; or 




wherein R is: isobatyl chloroformate; allyl chloroformate; bucyl chloroformate; ethyl chloroformate; isopropyl 
chloroformaic; Or propyl chloroformate; or 




wherein R is: isobutyJ chloroformaie; cyclopropyl chlorofbrmate; ethyl chloroformate; methyl chloroformate; or % 
X 2-trichloroethyl chloroformate; or 




wherein R is: butyl chloroformate; propyl chloroformate; ethyl chloroformate, or methyl chloroformaie; or 
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HO O 




O 



wherein R is: L - Ala; L - Thr; L - Tip; L - aza Tip; L - Ser(OBzl); L - Asn; L - Lys; L - His; L - Lys(N- e- Ac); L - 
Gin; L-diaminopn?pionic(alloc) acid; L-diaminobiityric(aJloc) acid; L-!ys(alloc); L-orn(allOC); or L- Tyr; or 



CI O 




wherein R is: L - Ala; L - His; OrL - Asn; or 

OH O 




wherein R is: R group; L- Trp; L- Asn; L- dapa(aJloc); or L~ Lys; or 




Wherein R is: 3-methoxy benzyl bromide; 3-bromobenzyl bromide; 3, 5-dimethoxybcnzyl bromide; 5- 
bromovaleronitrile; 6-bromochexanenitrile; 3-nitrobenzyl bromide; 3-cyanobenzyl bromide; 5-bromomethyl-furan- 
2-carboxylic acid ethyl ester; 5-bromomethyl-fijran-2-carboxylic acid ethyl ester, or 3-bromomethyl benzamtde; or 




O 

wherein R is: 1 -anunonaphthalenc; 2-cyanoaniIinc; 3-cyanoaniiine; 2-fIuoroaniline; 3-flooroaniline; 4-fluoroaniline; 
or 3-mcdioxyamlinc; or 
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wherein R is: 2-(aminomethyl)pyridine; 3-flucrobenzylamine; benzylamine; allylamine; phenethyl amine; 
histamine; 4-fluorobenzylamine; 3-mechoxyphenethylaminc; 4-aminobenzylainxne; 2-aminobenzylamine; 2-[l, 
3]Dioxan-5-yl~eihylamine; piperonylaminc; or aniline; or 




wherein R is: isoamyl amine; 4-(aminorneihyl)pyridine; 2-[l , 3]Dioxad-5-yl-echylamide; or aniline; or 




wherein R is: o- loluidine; allyl amine; or propyl amine; r 

R 

/ 




wherein R is: propylamine; 3-(aminoraethyl)pyridine; 4-(aminornethyl)pyridine;2- methyl benzylamine; 3- 
methylbcnzylamine;4- meihylben2ylamine; (SH~)-a-nieihylben2ylamine;2-(aminomeihyl)pyridine; 2- fluoro 
benzyl amine; 3- fluoro benzylamine; 4- fluoro benzylamine ;3- chloro benzylamine; 4- chloro benzylamine:4- 
meihoxy benzylamine; 1- naphthalenemeihylamine; or benzylamine. 
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14) (new) The compound according to claim 1 which is: 

h 



wherein R is; 3- hydroxy benzoic acid; 2- hydroxy cinnamic acid; or 3- hydroxy benzoic acid; or 



wherein R is:3- hydroxy benzoic acid; 2- hydroxy cinnamic acid; 3- chloro benzoic acid; indole 5- carboxylic acid; 
or 3- (2- ihienyl)acryHc acid; or 



O 

h fr» ft 




wherein R is: 3- chlorobenzoic acid; 3 - (2 - thienyl)acry)ic acid; 2 - firranacrylic acid; 3- hydroxy benzoic acid; 
indole 5-carboxylic acid; benzofuran 5-carboxyJic acid; benzofuran 4-carboxylic acid; or indole 6-earboxylic acid; 
or 



wherein R is: 3<2-thicnyl)-acrylic acid; or ftuylacrylic acid- 



IS) (new) The compound according to claim 1 which is: 

O 

* ,OH 



* J VSl 



wherein R is:2-thiophene carboxylic acid; or 3-hydroxybenzoic acid; or 
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wherein R is: 3-hydroxybcnzoic acid; or 2-ihiophene carboxylic acid; or 




wherein R is: benzoic acid; or 2-ihiophene carboxylic acid; or 




wherein R is: 3-hydroxybenzoic acid; or 2-thiophene carboxylic acid; or 




wherein R is: 3- hydroxyben2oic acid; or 2- thiophene carboxylic acid; or 




wherein R is: 3 - hydroxybcnzoic acid; or 3-(2-thienyl)-acryllc acid. 



] 6) (new) The compound according io claim ] which is: 
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o 

wherein R is: L- Ala; L- Asn; or L- diaminopropionic acid (alloc); or 

R 




o 

wherein R is: ihiophene 2- carboxylic acid; 2- furoic acid; 2- pyrazinecarboxylic acid; 3- meihyl ihiophene 2- 
carboxylic acid; 3- methyl 2- furoic acid; or 3- chloro thiophcnc 2- carboxylic acid; or 




wherein R is: L- diaminopropionic acid (alloc); or L- Lys; or 




wherein R is: L- diaminopropionic acid (alloc); or L- Lys. 



17) (new) The compound according to claim 1 which is: 




wherein R is: 6- aminomethyl benzofuran; or 4- aminomethyl benzoturan; or 
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wherein R is: 3- hydroxy benzylamine; or 3-(3*hydroxyphBnyl)propargy]amine; or 



wherein R is: 3- flouro benzylamine; benzylamine; or 3-(3-hydroxypheny])propargylamine. 



18) (new) The compound according to claim 1 which is: 



wherein R is: 3 - hydroxybenzoic acid: or benzoic acid: or 




wherein R is: furylacrylic acid; 3-(2-thienyl)-acryIic acid; 3 - hydraxybenzoic acid; or benzoic acid. 
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